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sure* 9. 7u^-m^fdm%crrfffj. mm 

Vm\ — flSlset I J : 
,R ' )n €k /~~\ 

, CH-N N-Y-CO-Rj [I] 

a/ n — ' 



xa^rthri-^-mmm. 



C^4>Ri <4H. Ci ~c 4 7)^;m. Ci ~c 4 7 
yU=J*vg, -CF 3 . -N0 2 . -NH 2 f ; R 2 »4 
-OH, Ci-Ce 7)V-3*ism. Ci ~C 4 7/1/^ 
7Syg, m-O- (CH 2 ) nCH 2 -R 3 (fflLR 
3 tt (ffift) 7XX/US) H ; Att7X-/ltfk ^7f- 



1 



[19*111] HRsttI) 



^, CH-N^ yg-Y-CO-R 2 



RitiH, Cl~C47/I"*;l'S, CI— 047/1-3 
=*fx2i, AD^x, -CF 3 , -NO2, -NH 2 , -N 
HCOCH3 ; R 2 {i-OH, Cl-C87/U3*x2£. c 10 
3-C6x?u7/l-*/l--Cl-C47/l-3=5fx2£, 03- 
C6x7 07/^/1-:*^ x2S, 01— C47/P3dfx-Cl 
-C47/U3*x2S, Cl-C4t F 0^x7/1-3* x 

Xhdfx*^-;Mh^ri/S, 4-N-y7i- 
WW^'J x'x/M"* yl, CI— C47/Mf;l/7S 
72$, -0(CH2)nCH 2 -R3a(R3(S7x^;l^± 

tec 1-047/1^/17$/^ ci~C47/i-3^x2££ 

77f-/l-2S. 2-f-x-;HS^/oti2-e«Jv : ;HS*^ 20 

Cl-C47/Mf/l-2£, Cl-C47/l-3df x2£, vnd>-' 
>, -CFj > -NO2, -NH2t/c{i-NHCOCH3 

t> 1 flja±ozais^4JtJ4H«6^t^r* C3-C6 

7/me- u ymt !t (i- C H 2 C R4 = C H -M R4 it c 1 
-C47/U3*x2£) ; nl40~3£^t. fc£U Ri 
#H. A#7x-/U2S. Y^-CH2CH = CH-Sfc 
J:^R2*5xhdfxS*^^k^^<]-C^§ni. 

cum 2 ] y*^*< 1 1> 1 aeuKOEscftcozs 

6 C3~C67/Mr x xlST"£> &M *JR 1 fcE 

IteSrirt* C3~C67/Mf xx2ST'£> hWm. 1 t=fB 
[!f*lM4] -flfc*tl): 40 

.CH-N N-Y-CO-R 2 [I] 

(jW. RitiH, Cl-C47/l/= 3 f/l'2$. C1-C47/1-3 
Jfxg. Anyy, -CF3, -NO2. -NH2, -N 
HCOCH3 : R2J4-OH, 01-087^3^x21. C 
3~C6x?o7/l^r/l--Cl~C47/l-<3:Jfx2£. 03- 
C6x?o7/l'*/l':t* Cl~C47/U3dfx-Cl 50 



(2) HUH 1 ?- 1 38230 

2 

— C47/l'3dfx2£, 01— C4t h'n=if x7/W3=*x 
2S, lhJfJ/*M-/M hdfx2S, 4-N-^'7x- 
;Mf;l/tMJ x-zl^xS. CI— 047^^75 
/2£, -0(CH2)nCH2-R32S(R3«47x-^aJb 
£01— 047/1^^7 5 72S, 01-047^3^x21^ 
-t{±^^Uy^^xa*^3Hf^«.SSia2r*tT^ 
Tki^xX/l^S) : Att7x-;H, l*fc{42- 
■^-7^a, 2 -f-x-;U2S^^(42 - tU VjV&frh 

Cl-C47/Mr/l'2£, 01-047^3^^2$, Any 
X\ -CF3, -NO2, -NH2^^ti-NHCOCH3 

i> 1 «JSLh<0ZJHS^4fct4=filS-&**1-4 C3-C6 
7/P=* x x2M fcli - C H 2 C R 4 = C H -2£(R4 fiC 1 
-047^3^x2) ; n*40~3£7jrf ] X'^tlhf 

[ im 5 ] mm. 2 keho ^7 y>«» 
mmwt tdttnmmmzifr® 1 ? m<n 1 oia± 

[IM6] W*iR2fcJ:^3{cfaKc0^7x>^ 
Hfc3J 

,CH-N NH 
/ ^ 

x-CH2 N /H 
/C =c 

H CO-Ba 

it: 

3 

.CH-N N-CH 2 \ /H [la] 
H C0-R 2 

nitm^m I tWlimX'hl)X'ir^tl&h'^.y^y^ 

mm. 



(3) 



Wf-7-1 382 3 0 



[M*^8] -JRjC: X-CHiCsCCOO-Ri 
Hk6] 

X"CHs\ /CO-R 2 

/ C = \ 
H H 



Ut7) 



10 



- CH-N NH 



/k h3->'Xf-/k j( h^fi^'ntf/k xb^x^- 
;k xh^f -//ut/W 2-t h'a=3f^x^;K 3-t 
Fn^Tntf/k 4 -t Ka^f >-yf;K 5-hh'o 
*S^>-f-;k 2,3-^'t HD^fv-TDtf/K *fctt 
-(CH 2 )nCH2-R 6 »(R6{i;3,4-^^L'>i> : j}-df 
^7xX^i^{i3,4,5-hU^hdfv7xX;ua, 

[ftl 1] 
(Ri>n< 



Hfc8] 

y CH-N I 



CH-N N-CHg \ 



c=c 



/CO-R 2 [lb] 



20 



lim® 9] HR«: 
Ut9] 

. CH-N NCH 2 C=CH 
A ^ 

Hfcio] 



30 



, CH-N NCH2C=CCOOH 



III] 



(^*. R5ii^f-;l/, x^/K n-7°otVk iso-7°n 
tf;k n-7>;U. iso-:/fvk sec-yfvk n-^y 
iso-^yf-/k sec-^yfvk n-^'^/iV, i* 



40 



<0k 



,CH-N NCH 2 Ce=CCO-OR 6 



Iftl2] 

^CH-N^N-CHj, \ /CO-ORs 



/~~\ 
, CH-N N-CH2 \ 

H H 



I'bl 



LtE«5*+» Ru A s RifcJtfntiiBSJli fcRJS 

[000 1] 

(OX'foZ). 
[0002] 

I^*k LTtt. «f§H¥ 3 - 2 4 6 2 8 7-f & 

BHftfBC, TKfl:^*(A)SS!*«fii;rurt^-ffltJAVfii 
^xmmznx^Kw 

[ft 13] 



/ — \ 

CH-N^ ^N-CH 2 CH 2 CH 2 COOC 2 H 5 '2HCI 



Hfcl4 3 



-6 2 57 7-f(~, 3$, : 



(4) 



if7-l 382 3 0 



CH-N N-CH 2 CH=CHCOOC 2 H B "2HCI 



mt ixmmx-$>&b%mztix^&. l^w^ 

£^4t<0{4»S>*i , Ovfir^. 10 

[0003] zti±X'tzm<c>Vitx?$yWJ i ffl& 

■mHStt-CfcO. ^Jfc&^TgaT****!*^? 20 
[0004] 



. CH-N N-Y-C0-R 2 
A ^ — ' 



RiiiH. Cl-C47;Mr/l/S. Cl-C47^3 30 
Anyv, -CF 3 . -NO2. -NH 2> -N 
HCOCH3 ; R 2 (i-0H N Cl-C87/l'3*S'S. C 
3— C6v'^nT;U^-Cl— C47;U3^r^a. C3- 
C6^?o7rt^Wf j'S. CI— C47;Un*5/-Cl 
-C47;I^^S. Cl-C4t Kn^yT/^^y 

Xf^y^W^Mf^yS, 4-N-y7x« 
/M »J x-zM^ xl, C 1— C47/M L ;l'7 $ 

-0(CH 2 )nCH 2 -R3S(R3{i7x^;l/iS± 
£C1— C47;M^7$y&, Cl— 047^3^^* • 

fcjwf'^^^^^^featfiiisaat^rLTv^ 40 

Ttiv^x-zl^) ; AJi7xx/i^ l*fctt2- 

CI— C47;Mf^g, CI— C47/Ki*^S. Anf 
>\ -CF 3 , -NO2. -NH24fc»±-NHCOCH3 

t> lfflJ,XL^Zfi6^4fc«HJ»^**^6C3-C6 
7;Mr U V fc ti - C H 2 C R 4 = C H - g ( R 4 li C 1 
-C47;to*>-S) ; n 0 - 3 ] T*$*lS*r 



[0005] *^(0«iEHR«( I ) + , RiT'SSft 
6, Ci-C47/l'*/USfcLTJi^k xfvk n- 
7nbK n-^/l^ ; Cl-C47/I/n*vgfcLT 

■y*. 3^#W^iX&<, Rj-CSStlS. C1-C8 
T^rJ^SfcLTJi^h*^ x^y, n-7°D^ 
3f>\ iso— 7*U#3f >\ n-yh^ri^ iso-7^h^r 

^S^kt^x. iso-^^^Sy ; C3— C6>-?n 
T)V*)V- C 1- C 47;l/3 * v'S t LT (i ^ ? n7o h B 
; C3-C6S'?n7;U*;M-*v'ffifc I 
TIlx^nMy/^yS; Cl-C47^3^rx-C 
l-C47/U3*xSfcLT(iy h*^xh^ x xK 
^Xh^A ^h^yro^y, Xh^fyru^y 
X ; Cl-Cs t Hn^f^7;U3^^at LT(i-0CH 
2CH2OH, -OCH 2 CH 2 CH 2 OH N -OCH2CH 
(0H)CH 2 0H, -OCH 2 CH 2 OCH 2 CH 2 OH 
£; Cl-C47^/P7$ySt LT(i^^;P7sy. 
Xfvl/7SA ro^/U7$A iso-7°o£7l/7S 

[0006] RztS^S, -0(CH 2 )nCH2~R 3 
*^)R3T^SilSCl-C47;^l/7Syai:UT{i 
Xf-rt^S A x*;U75A n-7°nt°;!/7$ A iso 
-7°QE7U7SA i^^/urSA ^x^;U7$y 

Cl-C47;P3^i/*>SV^i>^lyyi/*^j/S-C 
WMZtlX^Xi>£^7x->V&tlXte3,4-X* 
WV^l/V x~)V, 3,4, 5-MMh*5/7x- 

;l^#W£>ii6<, at*$*i&. ci-C47;Mf;i/S 
T'EJe^iXJt7xxyl/»fcLT{ip-^f-;U7xx;k m 
-y 3-/1^7 x-;k o-^W7x^k P-HJ7/M- 
np<?-;l/7x:x;k m-b'Jy^n^f/^xx/k 0 
- b U 77k*nx?-;U7x-;Ug ; ci— c 47/^3* 

mvwmztitz? *-jumt lt«p-x w^xx 

ofyttj!JJ^7xx/i^t LT<ip-^no7x 
ra-?nn7x-;k o-^nn7i-;H, p- 
7/Wo7xx;K m-7Wo7xx;K o-y;l/^*n 
7x-;U^W4>ii5. 

[0007] Y"C*Sii6. rfi*S^i>tJiHfi^2: 
^< fct lfflOh*1-SC3-C67;^wai: LT 
(i-CH = CH-, -CH 2 C = C~. -CH 2 CH = C 
-CH 2 CH 2 CH = CH-, -CH 2 CH = CH 
CH 2 - S 

H H H „ 

(E)-CHaC=C>, -CH2C=CC=C-» (ZJ-CH^O- S 
H H H H H 

tmfhtlh. t fzYX^tlh - CH 2 CR 4 =CH- 
*cOR4T^$ill>Cl-C47;^^i/»fcLTJ±X h 



(5) 
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[0008] *fflmmi-w&ii i )x-*ztintism 
immizm txmw&mzntmi o i&w&et* z t 

Bs. vmvK. 7-?;i«, ?xyiL yyrflL ^ 



10 



/ 

no 



CH-N 



/ \ 



A^^Rffi, ry^-^Alg. ^f-;U75y, x^-;U 

[ 0 0 0 9 ] HRstt I Ifcfcwc, ZS*i£8# 
fc«-?< E . ZKffiJ*tt«ei$ Jtf^|J«K^fcg^< 

IBHRrtt I ITSSiiftfafi^e^yy^lSSJlfilSK 

i^ttti&^-fa* wast ± o w&r s £ m% 

4. 

[fcl7] 



(R,)n- 



NH + X-Y-CO-H 2 



>CH-N N-Y-CO-R 2 

ra 



HC18] 



20 



'CH-N NH + BrCH 2 <J«CCO-R 2 v CH-N^^N-CH 2 C«CC0-R 2 

A X W H H 



[l"3 



H 

(IV) 



[la] 



[00 10] 



* »[ffc;i9] 



H H 

H 2 l l 

aCH 2 CsCCO-R 2 ^ CJCH 2 OCC0-R 2 + 



[V] 



CH-N w NH 



(VI) 
(R t )n 



A' 



<0k 



H H 

/ \ 1 I 

^ CH-N^ ^N-CHgC-CCO^ 



[lb] 



[ft2 0] 



a/ 
lie] 



CH 



CH 2 C=CCO-R 2 « 



(R,)rb ©\ 



H H 

.CH-N N-CH 2 OCCO-R 2 
At ^ — ' 



lib] 



Ut2l) 



[<b2 2] 



Hfc2 4] 



Ut2 5] 



Ut2 6] 



(6) »H¥7- 138230 

9 1 0 



(R,)n 



.CH-N NH +CH=CC0-R 2 — »• .CH-N NCH=CHCO-R 2 
A \ — / A / V / 

III] [Vll] [icq 



(R,)n 



j CH-N N-Y-COOH + HO-R5— - , CH-N N-Y-C0-0R 5 

A' N — / At N — ' 

[le] [VIII] [if] 



[00 11] * * [^2 3] 



)n <0>\ ..... ™"Ck 



PlKv„. ^ n^/\ /—\ 

, CH-N N-Y-COOZ + X-R 7 — x CH-N N-Y-CCVORy 

[ig] [ix] [ih] 



>CH-N N-Y-CO-R 2 >CH-N N-Y-COOH 

K N ' A' N — ' 

[I] [16] 



ifc 

[ii] M p<i] 



7A-*;i>y*!>A, co 2 



.CH-N NCH 2 C=CCOOH 

/ W 

A 



^CH-^^N-Y-COOH f/ 0 ^ ^ JYC00Z 

[le] [Ig] 



±sB*4>. Ru R2. R&. A. X. Y, fcjtfnttffi AffifcflfoT, HRsCd I)Sflt4^9 

fEfc|S|3B«T*&. y>DHI*C. HH« (I I I)T*S*L6Aoyyft^ 

[0012] Aitti. #«>JkOflte*( I 4*»50 «S\ ^$ft£U±£ft<K KlMfc LT^0«S^ 



1 1 

i>£<. mm, *?J->v. x^y-zk iso-rn 
/v-/k s-)\>m<r>T>va-)V}mi&, fh 

;k N, N->0<f7Mvkk7$ F\ *J*1-iVX)Vib* 

isvmmTahy&mmj&mmfbti. 4*, k 
m&mfrk®!&<mffii&mx'<7)mm°ftbti& . 

(i. mm. WBtwtJ*. mi-hw&, mm 

#VVJ*. hVVJ*. tyy'y. F'Jx-f^ 

r^y^awtfu. 

[0013] BffiH, I a) tttfi 

-«W(IV)T*SnSEffiffi^NO 

%$>h<?>X'i>£<. mm. *?y-/k x?y-/k 
iso-7*Dy\v-;i-, n -7'^y-;i/^co7;i^3-;i'^ 
w&. fh7tKn75y. i/^-^y. r-bhy. r 

•feh-M)/K N, N-j/*f-/P*;k£.7$ F\ x.*^ 

ti, ttz. mii#mfrmm>M%L®g£X'CD®m 

X-nhtil. ii/Noyy-fbK^jt ITtOTSft. 
y. f y xf-^r 5 y^w^iis . 

[0014] C834, #&TOL£tt( I b) fctBfrf h 

■mx-hh. cmzfcix. m-xut ix~mm 

ar) )Mc7)#^T«4ji7C-r S £ k tZ X *) . -jfcSt V 

<. y?y-/k x?y-;k iso-7"n;V 

-/k n-r^y-yWSWT^a-^jgJfil, rF?t 

Ko75y. x^-^y, 7-fet-y. 7-tF-FU;k 

N, N-^.Xf-;Mvl'A7$ F\ y^^/M./^* x F 
^Ofiitt^, ^y-fe'y, F/Px>\ dfyyy, ytra 

4T<D&lTe#>S. 

[ 0 0 1 5 ] SSZIgfc LTHfcStV I Z 



7) ^11^7-1 3 82 3 0 

1 2 

iOT'i>J:<, tftefcT, >:?y-/k x?y-/k iso 

U, fb5tFn77k yt^y. rthy, r-fe 

FXFU/k N , N - 5/* f-/l^/UA7 5 F . 

mnnm f yttfittJffiBMfwwf ^n, 
mmm^^mte^mmtx-nsmx^i 

io mktxn. mm. *K*y>A. uaw-Fy^Jk 

[0016] DSli. *#fl*>fl:-&»( I b)SrSS3St& 
Dmzfe^X, -MRU c)X'7r.Ztl 
S-ffc-^ttS: 'J y F'7-MW#4Tttg«l7C-t.&C: t 
(c J: 0 . it£M I b ) mm-tZ> Z t VX't h . 4«Bt 

%zmmi%^m t )^ii>%&i>?>Ti>x<. mm. * 

20 y-;l^<0T;l/n-;^m rF^tFa^y, y* 
jr^y, r^Fy. r-feF-FU;k n. N-y^f- 

<yt?y, F;uxy, ^ywy % ?nn*;PA^<oft® 

[0017] Effitt, MiB— ffit^it I )X'*Zix&fc&®> 
cr>oh. Ytf-CH = CH-xfohit1sMi d)zmm 
30 tiumxhi. Est^r, hrssci ns-^r-ts 

x o . fl:^«i i d)*mm&z tires & . *mm 
iz&^xm&Rfctz&mti&Gmmnk ixn. m 
ztmi%^m y )^fr%&i><?>x'i>£<. mm. 

y-;k x^y-;k iso-7*o/V-;k n-y^y 

-)\>m<7)TiV3-)vmm. f F^tFay^y. y*^- 

4f-ty. T-feFy. T-feF-F'J/k N, N-y^f-^ 

Ji»S?aS^ X<n>$mx"fihixh . 
[0018] FJSi, I f ) 

umx-hh. Fmizm-ix. -hrsii ej^ftie 
T"^$fx6 1 Fodf istmmmmk Lx^mm^. 

kifiX'^h. itfvni)*. RsJiyf-yP, xf-;k n-7" 
otf;k iso-7*otT;k n-yf-;k iso-^f-zk sec 
-7>;k n-^y^iV. iso-^y^tU, sec-^yf- 
50 /k n-A.rf-;k y^D7'Dh*;Mf- 



1 3 

/k i'^OA.df^/K F^rvX-^/k ^hJfyTat 
;k xF^rvX^-zk xF*v7nt;k 2-tF'P^ 
xXf-/k 3-t Fodf^rohVK 4-tF*P*S'7 
*;k 5-t FP^'O-f-zk 2, 3->-"t F'n^v- 
7*Pt?;k ^/Ji-(CHz) nCH2-R 6 S(R6«i3,4 
-^f-l/y^*<fS"7xi/k*fcli3.4. 5-F'jy F 
^fy7i^« > nliO~3)«:SW\ 
[ 0 0 1 9 J RlSUmt IXit. -StSU e)i:t Kn 
*H»5W(«?)jWJ*-ffl04*», l~2*A^ftcofc Ho 

m r )^fr%&i>cox-h£<. mm. f^x 

y. *><]sy?§cr>Ky-e>mm. ?nn*/l/A, i?? 
□ n^^y, E&t^M. xf-;kc —f/k iso-To 
t;Fx— r;k f h5tHo75y, fcit/^jj-^y 
^^rnKytt^ffig^^f^^, rje 

btxu. mm®, mmt. &mm#?.mm^z 

btfX'ZZ. 

[0020] Gffili. #«5i*>HR« [ I h ] X'^Ztl 

i^^mm-mmxhb. oscf-jt, -«* 

[ i g ] fc*rf i [ i x ] x- 

®*xmZ-tZ> Z b CcJ; 0 , ft^ftt I h) £§Sj£-TS 
ZbtfX'^t. *[Ig]+, Ztt*hU*A, #y7 
A. tfA^A**, [IX] *k XJi«« % HfH. 3 
"73? ; R7(i*-?-;k x^-;k n-rnt/k iso-7°Ptr 
Zk n-7f;k iso-T"^-;!/, sec-7f7k n-'Ofvk 
iso-^yf-Zk sec-^yf-Zk n-NTf-Zk iso-^Tf- 
zk y?n7ne;Mf;k v^n-v* vzk yF*>- 
xf-zk y F^ y/ottk xF^xf-zk xh^fv- 
^DtT/k 2-t Hodfi/X-f/K 3-tF'ndfS'7 , n 
£zk 4-tHoJf-//f;k S-tHn^^y-f^ 
(CHi) nCH 2 -Rs3l (R6{i3,4-^-f 1/ 

xzUg. n(i0~3) *»ii£tet$vvC»£R 

Ov^^i)<ot'tJ:<. fflitf. *?;-iv. x?y 
-zk iso-7'PZV-Zk n-7?y-Zl^07zU3- 
zWRJfflBE. fh^tFn??^ ^Jf-fy, 7*F 
y. 7-feFxF'Jzk N, N-^'yf-zMvk^S F\ 
^'y^XzUtf^yF^fiStt^JSL ^y-tfy, FzWx 

y» *isi<y. fuvKiv^mn^^mmfimfb 

[002 1 ] Hffitt, -RsK [ I ] X'^flh\t^<r> 
oh. Ritf-OHX'hhtt&'®> [ I e ] aWB&Tfc 
h. H&ttt->t, Hft* [ I ] R 2 **C1~C47 



8) »HPP7- 1 38230 

14 

)v*)v&x'b&it&fa*. *m$Ubtwmm>t8i&t: 

liJB3S-Cin*##t* i b t J; 0 , I e 3 SrSBt 
thZb tfX'% b . *Mjtffi ££ v »r . in*#J8fcteffl 

ztimb txumsi. mm#. ttz. mmt txa 

#mc* F 'J *«fl# 'J F »J »7A. 

'J -7 A. F 'J 7A^> RlHStti: L 

*?y-zk x?y-zk 7-teFy» rF?t 
HD75^*Wfen. RJEJi, 0'C*^ 1 0 0°CV> 

io [ o o 2 2 ] i mt. wmwc&k [ i i ] 
i^mxhh. imz%*>x. %-xmbix. 
[in ^^rtit^^^yswffctHRS [x] 

-** [XI] ■C*$*i47*oe~^t^5i'*yfiW* 

wmtt txii. mmmiK^m^m&bnx' 
h£<. mm. x^y-;k iso-ro 

vnV-;!-. n-7^7-/F^<7)7;F3-;F^M, T F 
20 5bh'D77y, Vttlry. 7-feFV, 7-feFxF'J 
N, N-^f-^*;FA75 F\ s j**)VXArfc*i 

ismcDftyuby&mmmmmfbti. ttz. k 
mmrfipttfm^mssa&t x-nmrnx^htih . 

tt, Witf. ^fig/y'J^A, ftK-f F>J^. jftlMcS 
^'J7A, DfflWcsiw-hy^A, try^'y, Fyxf-;i, 

75y*&^«ffe<t6. ^ZXStLT, [X 
I ] SrW-TI>rnh-x;i,e^7> ? yf^#:(cCl~C47 

;f^'j^-7ju, afcttstzarsyoyf-^^rs f 
■cries*, n^M^m.^mzw.zsm^x $trje 

S*SCt(=J:0ft-&ll [I i ] *mW*ifc*tTS 

[0023] 2|^BtffitfcH-SCl~C47^;ky f-7 
AtLT(i. y^yf-7A, xf-;k'Jf-7A» n-7a 
e/F'Jf-7A. iso-rPf^y-J-^A, n-7f-;k;^-7 
A, iso-7^-y^7A. sec-7^-;HJ^-7A, tert- 

f-7A75 Ft LTJi, y^7A^*>f V7PtVU7S F 

i><7)x-i>£<. mm. n-^vy. xf-^x-r^k 

iso-7'PtVFX-r/F, rF'7tFP77>\ i/***? 

ym^ruvymmmmmm-fhti. ttc. r 

J&i^arF, iftL< tt- 7 8'C*^SfflW$EHT1rfc 
fx*. 

[0024] Jffiii, *»«<0<t-&« [ I g ] £3K!iI-r 
6*ffit*4. Jffitl^TC, -<R5C [ Ie] i^-fh 

^y^ytmmzmmm^R^-tbzbizx'o. 

50 I g] &Wtt& ZbWX'Zh. —weft [ I g ] 
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1 5 

[0025] fflE*^b^ftoS8iffitfcv^tii^H* 



c=o 



1 6 



j^a^T -f • IN xyx (Journal of Phrmaceutica 
1 Sience) SS6 7S, 9 0 OH, 1978^*fc!B»S 
tihikS^Xh*) . *OTOCC*8*l**»(Cj: OSS 

HL2 7] 



(R,)r>< 



CHOH 



HN NH 



chci 



I") 



HK [III] (fi J:V«ifc***i6TiK [ I I 

ia] )T7TsZti&{£imii. -mm*. mw : J*- 

■j-JU : *7 ■ TX Ofiy ■ irStf/k ■ V i'Xf 4 (Journ 
al of American Chemical Society) f&7 3%. 30 9 

nbs >a$&#ffi 

CH 3 (CH=CH)mCOOR s 

m:1-2 



* 1 H, 19 5 1 ^tc8EKS*i6fl:^HjT» 0 . 
[ft2 8] 



BrCH 2 (CH=CH)mCOOR5 



[Ilia] 



Hfc2 9] 



2;S 



20 



HCI SOCI 2 q 
XCH 2 CH=CHCOOEt ^XCH 2 CH=CHC0OH XCHgChbCHCOCI -» 



iMmimizmm 1 1 1 ia] RsmdiEtiiit 

«><D£*U 4fcSi2j£"t», Qtiy?y-/k x^y- 
/k n-7'Q>'V-;k iso-CTn^y— /k n-7?S — 
/k iso- 7?y--;k sec-7? y-;k n-^y?y- 
;k iso-^y^y-zk sec-^y^-y;k n-^vr^y 
-/k iso-^r^y-;k ^?Qroe/kX:?y-/k 
y?o^ty-/K yb^^x^y-;k yb^v-r 
av\V-/k xhdfvx^y-;k xb^ro^y- 
;k 2-tKn^yX^y-/K 3-tHn^y7oA 
y-;k 4 -t Kndf v7?y-/k 
y?y-;k 2, 3-ith Hndfyro^y-zk 

tiHO (CHi) nCFk-ReS ( RetSitf ntemiat 

sy, iwsy, n-7nW5y> iso-rot 
/kr 5 v%k(n>7 5 yiSSr^'t. 
[ 0 0 2 6 J *J6B*0|ifiE-«yC [ I ] X-mZtlhim 

t-tt^jsife-ctt. *<o««3&», am, tm. m 
m. mm. mm. mmikmiLx^<tz»>. vm^m 



-ftiizawx^^x'th. &Qik*m7)mmk ix 
it. mm. mi. ar^tm. mi. mmi. me 

commk txit. mm. mm. mm. &wm. ia 
30 nmaxvaemi&Nfbtii. zti^commnmmz 
ums&m. m&mz¥t® i o hmmzmt z^k 
tfx-%. mm. mmm^immmm. mzm. m 

[0027] mMiza^x\t. m&mk tx. -rw 

m. $\M. D--?y-b-;k "fyry. tSftfe^o- 

y.m ; mmm. mm&m\k ix. t^x* */*ir)v*. 
;i/o-y., fyyy. ^tv^^^'j-iv^.ivu-x^jiv 
: &%mk IX. b Hodf vrnf /l^-fe^n- 
y, hKndf^f-yHr^n-x, ^'J f^tn'J H 
40 >. *£y*ym ; jftR^Jt tx . xj-r u yggvy*^^ 
W> ^;ky ; 3— r-f yfmkLX. hHnJfxro 

fflnjw*«* l a « ffjmg&v > t^nsoff) k ix . a 

;k ^'J-bUy^: pHp^JtLt, ttffltt 
50 jl«l«A<0*^l BO. lmg^OOmgtl)!.^ 
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1 7 



1 8 



ffltt^t «fc o at©**** - 1 tfx-z * . 

[00 28] 

BfcHWttWKWr 4a6». SfKWic: fi t> lcH£3 ft* 
##f?lj 1 

i ) 4-/D^7fyI: 1 0.57g (0.0 5 5*: 
;W) <04 -Xa^/r y$x ^/l/X^r/N^ 0m 1* 

5wmu mm. 20m 

l«5N-KOH*i^$ffc«fc»TU l.5tmm 

mmx-T/ux-mi. &aiT. 1 o%m& 
mmmr&i. £xz-&hit<%i$i. ntmmrvxA 

«iBk al^6 3-6 9'C. IRfi3.4g (3 7.5%) £ 

NMRS (CDC 1 3 ) ppm 3. 91-4. 25 
(m, 2H), 5. 80-6. 33 (d, J=15H 
z, 1H),6. 82-7. 4 1 (m, 1H) s 9. 5 
5 (s. 1H) . 

HSftVt EI-MS m/z 16 4 ( M* ) 
C I-MS m/z 165 (M' + l ) . 
[00 29] ii) 4-/o ; e7'f>'I?n7^ H : 8. 

4 6g (0.05 1*^) «4-7'n*7'TyK01 5 
m 1 <9**?ODtf/kk?§?8t£#firF\ 5.4ml (0. 

0 7 7 ) <r>mjf^-)V i ffiT 1 , 1.5 iffiM 

^.^8 2- 8 7°C/2 1 mmHg. JRfi4. 1 6 
g (4 9%) fcfc*. 

iii) 4-7"n*7'T> / Kiso-7'ntVl/7S H : 0.8 
3g ( 0.0 1 3*yU) cOiso-ratyUTSV, 1.9 
ml (0.0 1 3W (7)h'JXf-^r$y, 4m \<F> 
no* /UAjg?ffi£*?$T. 2 5 g ( 0 . 0 1 4 1 
)V) c04-7*n*7ryS!^a7^ K<D8m 1 &#?n 

sreferyx^fl, PM6 7-70'c «M2.04 

g (76.4%) 
[00 30] ##f5*J2 

[ (4-7-feh7$/7x-/K 7i-/Mf;H 

1 ) 4-7th7Sy<y > /7xyy: lOg (0.0 

5 i^/H co4-rsy<.yy7xyyt3*:/K7)N i J 

Xf-^T 5 y £ 5 0 m 1 <F>te*7 notf^AteSBjSS 
7JC&T4 . 4 g (0.056^) COtS-ffcr-fe^-^O 



2 0m I &£*7nntf/l'A?g?8E£jSTU -?-c7)^^ga 
EJSSfcHcftU 

A-cflata. *»£e*u 1 3.8 1 g (jgsw) <o 

;U*>f>SJga B B t7.87g (64.5%) . HUS14 2- 
14 8t:<0SWftfcf**. 

ii) 4-T-fehTSy^yXbHn-^: 7.87 g 
(0.0 3 3*/!/ c7)4-T-bhT5y<yy"7xy> 

10 vv*7J»*'j?ii^>tiuz.miSLX'3 .stmmti . k 

L. SW^cD4-7-feh7$/'<.yXt b'u-/l-8. 1 
5 g (JgMW) .M126-1 3 2-C^»fe^ 9 a B $- 

[003 1 ] iii) (4-7-bh7Sy7x-/H 7i 
-Wf/^D'J F : 1.2 g (0.0 0 5*^) <94- 

»L*»T0.5 5ml ( 0 . 0 0 7 5 ) <0&Yfcf-:t 
20 -;^fflT LI. 5 i^SUfilS-ti . Efc*7«, «M8* 

iv) [ (4-7-feh7S/7i-;H 7i-/Mf;H 
fcr^^'y : 2. 5 8g (0.0 3^/1/) ^^Kt'^y' 
yfc ^A-Oh'Jxf-yPTSyS: 1 2m 1 <r>$kfo7uu 
•fr)VMZ*im%<i. *M*T1 . 2 9 g ( 0. 0 0 5W) 
W4-T-fehTSy^.yXtHU;l/^oll Fcoi 3m 1 

U 1.4 7 g (9 5%) Ojgftfer^rt^rXOSW 

NMR <MCDCl 3 )ppm 2. 07 (s, 3 
H) , 2. 18-3. 25 (m, 9H) ,4.20 
(s. 1H) , 6. 95-7. 68 (m, 9H) , 8. 

02 (s, 1H) . 

«ft##T EI-MS m/z 3 0 9 (NT ) 
C I —MS m/z 3 1 0 (M'+ 1 ) . 
[003 2] ##0IJ3 
40 6 -7'a*: -2.4 -^-t y'xyg?xf-/px*-f/uo 

mm 

3 2.4 g ( 0. 2 3W WV;Ph>l?Xf-^XXf 

4 0.6g (0.2 2 8^) (^N-yniX^^y 
•Y 5 H(NBS)i; 0.5 3 gOjiUft^y/'Ol'S: 1 4 
0m 1 co^>'4f>'WB»8-ti:2 O^BBiaW-ft. KfGff 

h^57 4 - (J§tti}§« : IHf^XXf/l' : 
V=l : 5 0) fcftU, 10.4 5g (2 6.8%) ?M 
50 WfevftM^^^S. 
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20 



NMR S (CDC 1 3 ) ppm 1. 15-1. 50 
(t, J = 6. 6Hz, 3HK 3. 97-4. 45 
(m. 4H). 5. 80-6. 49 (m, 3H). 7. 

05-7. 53 (m, 1H) . 

JCft#*T EI-MS m/z 218 (M + ) 

C I -MS m/z 2 19 (M + + 1 ) . 
[00 33] ##^J4 

1- (y7x-/Mf/H -4- (2-7nt-;H h° 

2.52g (O.OIO^H tf>l- (y7x^/Mf 
;!/) t^x/fcitf 1.0 1 g (0.010^) <7)h 

fflTCl. 1 9 g (0.01 0^;U) ^)3-7'n^- 1- 
7°Qt*y£Jp;t&, B0t^£4ii*fifflSU ffi&)Mfi 

?y) fcftU @ U ^#^i^»SfB^2 
-ruyV^CBteAU 1.6 7 g (5 8%) . U 
j£88-9 0X;ttBWftS:f»6. 
NMR <MCDCl3)ppm 2.22(t,J = 
2.4Hz, 1H). 2.35-2.64 (m, 8H) . 
3.25 (d, J = 2.4Hz, 2H) , 4.23 (s, 
1H) . 7.10-7.51 (m, 10H) . 
*gMftVT EI-MS m/z 290 (M + ) 
C I -MS m/z 29 1 (M + + l ) . 
[0 0 34] ###J5 

1- [ (4-?nn7x^) 7x-;Mf;H -4- 
(2-7°nt-;U) t^i/'y^RJS 
14.3g (0.0 50^) (01- {A-9uuKyX 
tFU/U) tr^s;yfcJ:tX5.5 6g (0.055^ 
;U) ^ h 'jxf /l/T ^ 2 0 0 m 1 cO^>t>CIS 
*»TT6.54g (0.0 5 5^/1/) <D3-7n 
1 -7 8 n^yS:Jp^|). R|£^£ 1B«SK»3 

: ^nn>;y : 5 0 : 1 ) Idtt 

u 1 3.6g (84%) <Dm&tomitLxmm$: 

NMR 5 (CDCls) ppm 2.18(t,J = 
2.4Hz. 1H), 2.34-2.58(m. 8H) , 
3.20 (d, J = 2.4Hz, 2H), 4.12 (s, 
1H) . 7.02-7.35 (m, 9H) „ 

[0035] mmmi (Am) 

4- [4- [ (4-?nn?xx;H 7x-/M*/U]-l 
^-Tryitx^XA-f/U • 2JS8? 
£ (fl:£*#f 5) eoSBi 
4.3g (0.01 5t/W) (01- 



5.0 1 g (0.02^^) W4-7'nt^nhyi?Xf- 
RffiiKfcfcaK *ffit«*KIt?^*i'^Tie« 

7-f- (7§ft?§$: ?on*M:^^^-^=10 
0:1) fcftU 4.67g (78. 1%) <Of?fefi» 
»^*«fR**aK>^y'-/|/ ( 1 6%) t 

i o^stst t. n^titimi&g&zz.? y-iufr^w® 

JIU M&l 9 1-1 9 6*0, !Rft2.84g (47.5 

io %) -ca»**»*. 

[OO36]HM0l|2 (B&) 

(E) -4- [4- [ (4-^DD7i-/H 7i-;M 

• 2£lft& (-{t^*«^8 3 ) cosm 
2 8. 5g (0. 25 W (0(E) -2-7 , Ty^X 
fJl'XXf*, 44. 5g (0. 25^/U) ON-To 
Wy>"(SK, 0. 1 gOSIWt'^y'-Ok fcJ 
UiOOmi <0Sfe*8<y-tfy«S-&»S:6^S«?ii: 
h . ftf&FS t . r» * 0 . 5 %«»#*■*- h 'J "7A7K 

20 mm. *, «swtffl*"catfcijici*L. it*«s»v^* 

fefciO. »^84-85°C/l OmnHg, 29. 8 
g (6 2%) (?) (E) -4-rnt-2-7"fyixf 
/PXXfvU£t#£. 8. 6g (0.0 3^) cr> 
1- (4-^DO'<.yXtK l J;K e^x^fcSOm 
ltfVOMfyfcSBBS-ti;, 6. 3 6g (0.0 33* 
/lO <7)(E) -4-7'nt-2-7'f>Sxf/PXXf 

0:1) tc#u fttii*JW&«i««i(&a»^^y-;u 
(16%) KJ'JttKttfcU »Ml4ffllSfifc2-7 
n; v-7i/j!>»fcgil&ft$-t!\ li^s l 9 6 - 2 o o-c, iR 
45. 76g (4 1%) T'BfWijHI*. 
[0037] mtmi3 (Cffi) 
(Z) -4- [4- [ (4-;dd7i^H 7i-/M 
f-yU] -l-tf^7^-;H -2 -y-f>i?x-7-^x^T 
;l/ ■ ?M (<ffc£*#-99 5 ) OK& 
40 14. 6g (0. 1*/W) <r)4-7vu-2-71->W 
x^;Wx*f/V£ 10 0ml OT-febyfciSlBS-t-L 
1. lg«UVK5-«WSfiPitT» 18^Haiatm<0* 

»7«. rat. r?g2ri8«s?-fr, sffi^^u^^* 

5A;D7h^57-f- (»{B»j«:^dp1f>: T-fe h 
y=30:l)t#t. (Z) -4-?ua-2-7r 
>Kxf-^x^Tf;U4 . 9 8 g 5r*fe?*«^fc tT# 

4. CCMk^l. 4 8g (0. Olt/H foit/l. 
50 43g (0. 005tyH<01- (4-^no^yXt 



(12) 8raPP7 - 1 3 8 2 3 0 

2 1 22 

Ky/lO ^7y^3 0m 1 <0*cy-tfvfc8J*3-£. ( 9. 9%) fcj: 9 U fthtl&WHikt:*? 

1. oig (o. o <o Mixers yfeitf y-;^A>He B B B LM^i 9 5- 1 9 9*C. HXfiO. 7 
1»DDMF#£T, i 2«IBBiaS**. ftf&Fii l 8 ( 64. 5%) -C*lfe#Mj5flOBW«lft#*. 

U FafcffiffiS-fr, SS^'J^yA^^n^h [OO4 1]38»017 (Gffi) 

7y7 4- mtamm: V?uu*?v :*?J-)V= 4- [4- [ (4-^nn7i-;W 7i-/Wf;H -1 

SO: 1 ) K2IHtf U 0.43 gfljSfftirtttftifcl* -^7^] -2-^ryK3 -h Hodf v7*Pt;P 

6. ;<7>ffr^£&£fcJ:9^W >-iSSfc U Bl«x ixf^ • 2&B& (it&fim^ 1 7 ) w^jt 

+ArX.ZTfr/X9/-*?2M8tHk%it&Z.b£J: 1. 1 7g (0.003 W <0 4- [4- [ (4-? 

0. Mt£l 64- 1 6 6°C. afe*S B B B oaW^5r0. 0 DO7x-/l0 7iZ/Mf;H - 1 -^7^-*] 
9g*#&. 10 -2-7r>'K-tb l J r 7^S $rl 5m lc?)**x^y 

[0038] HJfepi]4 (Dm) -;U38JBL0.27ml ( 0 . 0 0 3*^) <D3 -7'o 

(z) -4- [4- [ (4-?do7i-;H 7i-;w ; E-l-7"o/v-;i'*Jni7 0iOTKtL!t. 

;W7Wy|fi (fc£ft##9 5 ) «oise iitS. SS^y'J*y;^7A^o7h/77<- 

2. 4 1 g (0. 00 6 7^/U) <7)4- [4 - [ (4- ($iW8K : ?on*U : **/-/P=5 0 : 1 > 
?oo7xx;l,) 7i-Wf^] -l-tf^^x ttU 0.32g (2 5%) «fffe?l»£#&. 

iv] -2-7i->mx.i-)i>x.AT>ui5 0mico7*h tizmzfotim*? j-h, (9.9%) tzmmim 

>lzmmZit. 0. 16g»'jyH5-«jaKO#ftTs fcU 0.28g (21.9%) Xim^T^lUyrX^ 

7 . 7«iaatRJ6S:iH7S-li-. L . JF 20 [0042] mmM8 ( Hi£) 

$£?ft8S£ii\ »a*5/U*y^5A^nvh^57 4-[4-(y'7x-/Mf-/H - 1 -t'^y : J -2- 

4- (fflimm: i/tuuttv : ^/-/P=50 : 7fVig (<ffc&««^5 6 ) OfBt 

i) fcftL, wm®mm*'&h. znhcoz&mzx 4.4 g (0.012^^)^4- [4- a/7x->v* 

9vw y&t&t L, iixfynxw^^/-;i' ^w) - 1 -br^7v-/u] -2 -7r yggx^x* 

T2HllWSflS-ii-scifctJ:9. itSi 64-166 r;uSr4 3 m 1 (05%mmzmmL. 2.5tiffflMffi? 

°C, 0. 81g (26%) OlttftStt*. S. &»f£, fiSft^ic^h'J^AjgfKTPH?^ 

[0039] MSM5 (Eft) tll»l,^nn*^A"«*ffii-4. ^nn^UAJKi* 

3- [4- c (4-?od7i-/w 7i-/mw]-i *m*?r*i'VJ>-ewmsK*mt&. mt&isv 

1 ) 30 : j< ? 10:1) fcttU 1 . 6 8 g (4 

2.87g (0.0 1W col - (4-?DD^Xh 2%) oa&ISA&tt*. »fc*i*filSift«:.X*y-/U 

F'J/U) e^7^>£7mlOX?/-/W;:$SJBU * *>4>3*gJi. LHA 1 0 8 - 1 1 0°C. JRftl.07g 

&T1.29g (0.0 1 3=t/U) Wn£:*-/HSx?- ( 2 6. 7%) TBttft£tt&. 

/^7ml y-/Pffl««r»TFt6 . U*4> < m. [0043] $Jtffl9 ( I ft ) 

Lt>rajLT<&& B B B £rKL2.5 g (65.8%) co& 4- [4- (>-'7i^Wf;H - 1 -W3S=J\sl 

zmfkim. fthixmtti&z^? y-)vphm®gu -2-7+vw. Hk&wres 1 > «t 

LiUU 0 6-1 0 8*0, lRftl.9 5g (5 1.3%) 1.4 5 g (0.0 0 5t/W) CD1 - (i/*7x-Wf 

•CBWMrftS. ;U) -4- (2-7*De_^) tr^7^'y5r5 0mie7 

[0040] mm 6 ( Fft ) *6*x~7Vl'K»JKS tf, g*S^T- 7 8 •CfcfcV 

4- [4-[ (4-^DD7i-;H 7x-;Mf^]-l 40 n-yf-;UUf"7A • n-MtyISt ( 1 . 6M) 5:3.8 

-2-7r>-i§iso-raf;Uxxx;l- ml ( 0. 0 0 6W) ffiT-fl. 30-m*<D£tm. 

■ 2tgs?ig ut&v»m7 ) <nm& fptt. «»#**s»jra=AS-ii\ t9>^< ossi-c* 

lg (0.00 3W) (7)4-[4-[ (4-^no7i^ 3 0m 1 Ml. x-T/PTift 

AO 7x-JMf^] -l-t^y-^] -2 -7r> iW*, XM&mtl. *J1£ 1 0%«Bfe|c«F»T3itt 

I8£l OOmKOiso-T-a^V-^fcjfjBL. 7 K^T tttcts ^aa^^yt k 2|il»aj't*. 

i m i cowmstzmv-vkMm-z. mm^&mt ^v^x-mMk. wwu mm^^-iv 

xm&mizL. mmzKZMx.imti-hV'y&x-yioL -^^y-jm^mmx-wmik^^^zt^x^m^i 

x-f/uT-ftiu-ti.. x-^j\,mm*mt?7*>'T7 12-11 5-c, o.82g (49%) , &&t>jxa 

AT^mkmsmmt. i.u <jaw> AoinM6ii&. 
tt^srfis. ®btizmm>zmt*fs-m® 50 [oo44]»i^ji 0 (j&) 



(13) 



WHPP7-1 38 2 30 



23 



24 



4- [4- [ (4-^ou7i^) 7i-;Wf;H - 

w^6 0) mm 

0.2s (0.0 0 0 5^) <94- [4- [ (4- fa 

»^ ; e^tf07kK-fb^hU^Aox^y-/^?S2m 1 £* 

I — I ■ 1— 



4-222'C. JRfi0.23g (&ft6<J) ^GfiSSfo* 

[0045] mmmmiztmitz^mt mmzxmz 



9 ia S 



CHN NCH=CHC00C,H 5 



<g\ /~-\ 

CHN NCH 2 CH=CHC00CH» 

{§/ -2HC1 



CHN NCII 2 CH=CHCO0C 2 H 5 
^ -2HC1 



CHN NCH 2 CH=CHC00CH a 
^ -2HC1 



CHN NCH 2 CH=CI1C00C 2 H 5 
<g/ W -2HC1 



Cl^\ 



UN Nai 2 CH=CHCO0CsH 7 -n 
• 2HC1 



CHN_NCH 2 CH=CilC00C s H 7 -iso 
^/ • 2KC1 



106-108 
EtOH 



171-175 
EtOH 



170-175 
EtOH 



147-151 
EtOH 



191-196 
EtOH 



186-189 
iso-PrOH 



172-176 
HeOH 



H" NMR 



1. 1-1. 35(t,3H),2.25-2. 6( 
m.4H),3.05-3.4(m,4H),3.9 
-4.35(d. 2H). 4.2(1H.S),4. 
5-4. 8(d, 1H). 7. 1-7. 55(n. 1 
OH) 



2. 45(s, 8H), 3. 0-3. 3(d, 2H) 
, 3. 7(s, 3H). 4. 25(s, 1H). 5. 
8-6. 2(d. 1H). 6. 5-7. Kn. 1H 
), 7. 1-7. 6(m. 10H) 



l.l-1.4(t,3H).2.95(s, 8H) 
. 3. 05-3. 2(d. 2H), 4. 0-4. 4( 
Q. 3K), 5. 85-6. 15(d, 111), 5. 
7-7. 2(n, 1H), 7. 2-7. 6(id, 10 
H) 



2. 45(s. 8H). 3. 0-3. 2(d. 2H) 
. 3. 7(s, 311), 4. 2(s. 1H), 5. 8 
-6.2(d, 1H),6. 7-7. Km, 1H) 
7. 1-7. 5(m, 9H) 



1.2-1.4(t.3H),2. 5(s, 810. 
3. 1-3. 3 (d. 2H),4. 05-4. 45 
(q. 3H),5. 85-6. 25(d, 1H), 
6.6-7.1(0. 1H).7. 15-7. 60 
(o, 9H) 



0. 8-1.05(t, 3H), 1.5-2. 0(m 
. 2H). 2. 5(s. 8H), 3. 1-3. 2(d 
.210.4. 0-4. 3(t. 1H). 5. 8- 
6. l(n, 1H). 6. 5-7. 5(m. 9H) 



1. 1-1. 4(t. 6H).2.5(s. 8H). 
3. 05-3. 30(d. 2H).4. 25(s, 1 
D), 4. 85-5. 30(b. 1H), 5. 75- 
6. 15(d, III), 6. 7-7. 15(n, 
1H), 7. 35(m, 911) 



MM 

Clm/z 
Elm/z 



384 
385 



350 
351 



364 
365 



384 
385 



399 

(r+D 

399 



412 
413 



412 
413 



[004 6] 



*50* im.2) 



(14) 



B¥7-l 382 3 0 



25 



26 



Kb 

I in 

Ifia 

I No 



i 10 



111 



112 



113 



114 



m & % 



CHN NCB l CH=CHCOOC 4 H 9 -n 
<©/ ^ -2BC1 



_. CHN NCB 2 CII=CHCOOC 4 B 9 -iso 
<0/ ^ . 2HC1 



<0/ 



cidOich 2 ch=chcooc 5 i 

•2HC1 



cih©\ 



CHN NCH 2 CH=CHC00C 5 H„-iso 
•2HC1 



C1 ^ rs 

CHN NCH 2 CH=CHC00CH 2 -<n 

(Qf W -2HC1 ^ 



CHN NCH 2 CH=CHC00-< > 
Q/ W -2HC1 



<o/ c 



CHlf~NCH2CH==CHC0OCH2CH 2 OCH3 
• 2HC1 



(t) 



H' NMR 



h 



10. 8-2.0(1, 7H),2.45(s,8H) 
170-175 i,3.1-3.2(d.2H).4.(M.3(t 
iso-PrOHl , 210, 4. 3(s, III), 5. 8-6. Km 

I.1H).6. 6-7.5(1.100) 
1 



10. 9-1. 0(d, 6H)1. 5-2. Km. 1 
132-137 |H).2.5(s,8H),3,l-3.2(d,2 
iso-PrOIIIH), 3. 85-4. 0(d. 2H), 4. 2(s. 

I1H).5. 8-6.1(n,lH), 6. 7-7. 

I5(ii. 90) 



10. 9-2. 0(i. 9B).2.4(s. 8H), 
154-159 13. 0-3. l(d, 2H), 4. 0-4. 3(t, 
iso-PrOH|2B), 4. 3(s. 1H), 5. 7-6. 0(n. 

I IB). 6. 5-7.5(ii, 9H) 



10. 9-1. 0(d, 6H), 1. 5-2. OCa. 
130-135 |3B).2.5(s,8B),3. 1-3. 2(d. 
iso-PrOH|2H).4. 0-4. 3(t. 2B).4.3(s. 

|1H),5. 8-6. 05(b.1B),6. 6- 

l7.5(o.9H) 
1 



10. 2-1.5<i. 5H).2.5(s,8H). 
125-130 1 3. 1-3. 2(d, 2H), 3. 95-4. 05( 
iso-PrOHld, 211). 4. 3(s, IB), 5. 9-6. 2( 

In. HI). 6. 7-7.5(n,10B) 



+ 



ll.0-2.1(i,10H). 2.2(s. IB) 
146-152 l,2.45(s.8H),3.0-3.25(d,2 
iso-PrOHlll), 4.2(s, 1H),5. 7-6.2(d,l 

IB). 6. l-7.0d. IB). 7. 1-7. 6 

Kb. 9H) 



I L. 



l2.5(s.8H). 3. 0-3. 2(d. 2B). 
124-128 13. 4(s. 3H). 3. 5-3. 8(i, 2B), 
iso-PrOll|4. 1-4. 3d. 3H). 5. 8-7. 5(o. 

II 110 



Bfi 

atfffl 
CIm/z 
Elm/z 



426 
427 



426 
427 



440 
441 



440 
441 



424 
425 



452 
453 



428 
429 



[0047] 



(15) ^^7-1382 3 0 





27 


28 




1 — 
Kb 

1 a 

I4J3 
INo 


® m a 


1 1 1 

1 MM 1 

1 (t) 1 FT NMR 

1 sen 1 

1 1 
1 1 


1 

Kg 1 

Cln/zl 
EIn/z| 


115 


C1 ^0\ /— \ 1 ll.0-1.3(t.3B),2.4(s.3B) 
CHN_Nai 2 CH=CHC00CH 2 CH 2 0CH 2 CH 3 1 123-128 1. 3. 0-3. 2(d. 2H). 3. 3-3. 8( 
{QX -2HC1 |iso-PrOH|ni.4H),4.1-4.3(m,3H).5.8 

1 |-7.5d. 11H) 
i i 


442 1 

443 I 


116 


ci-C)\ ^ 

CHN_NCH 2 CH=CHC0OCH 2 CH 2 OH 
(Q/ W «2HC1 


1 ll.25-1.7(m,2H).2.4-2.95( 

1 k8H),3.25-3.5(d ( 2H),4.2 

I |-4.6(n.3H),6.0-6.4(d,]H) 
1 1. 6. 7-7. l(n. 1H). 7. 3-7.70. 
1 1 9H) 


414 I 

415 I 


1171 


CHN NCH 2 CH=CHC00CH 2 CH 2 Cfl 2 OH 
QX • 2IIC1 


4 1 1 

1 11. 75-2. 25(b.20. 2. 3-3. 351 

1 |(b. 810. 3. 1-3. 35(d, 2H), 3. i 

1 l6-3.9(t.2H),4.2-4.5(n.3'H| 
1 l),5 8-6 2(d 1H) 6 55-7 11 
1 1 (■• 110. 7. 1-7. 6(b, 9H) | 


428 j 

429 1 


1181 


CHN_NCH 2 CH=CHC0O(CH 2 ) 4 OH 
V_y - H00C(j:H 

HfccOOH 


\ 1 i 

1 ll.6-1.7(o.4H).2.42(s,8H)| 
1153-157 |3. 0-3. 15(d. 2H). 3. 4(t. 2H) 1 
1 AcOEt 14. l(t,2H), 4. 18(s,U0.5. 91 
1 Kd,lH).6.62-6.8(n.lH).7. I 
1 103-7. 35(b.9H) 1 


443 1 


!19| 


CHN NCH 2 CH=CHC00CH 2 C00C 2 H 5 
• 2HC1 


\ j 1 

1 |l.l-1.35(t,3H).2.4(s.8H)| 
1 130-135 1 , 3. 1-3. 4 (d, 210, 4. 0-4. 4 (q I 
liso-PiOHl. 2H). 4. 2(s, 110,4. 55 (s, 2H| 
1 |)5.&-7.5(n. Ml) I 


456 1 

457 | 


201 


ci-<Ox ^ 

CHN NCH 2 C = C C00CH 3 
W -HCl 


^ 1 [ 

1 |2.39-2.62(m.8H),3.42(s.2| 
1 125-128 |H). 3. 74(s, 3H). 4. 20(s. 1H) | 
1 17. 10-7. 40 (id, 9H) | 
1 1 1 


382 | 

383 | 


211 

1 1 


_ CHN NCH 2 C =C COOC 2 ll 5 
-HCl 


\ 1 f 

1 ll.30(t.3H),2.42-2. 70Cm. 8 1 
1 122-125 1 H). 3. 48(s, 2H), 4. 25(q. 2H) I 
1 1. 4. 36(s,lH). 7.15-7.48(m. | 
1 I9H) | 
i, 1 1 


396 |' 

397 | 

1 



[0048] 



(16) 1 3823 0 





29 




30 




r -i 
Htl 
l£l 

|No| 


m i§ £ 


1 ■ T 

1 ftk£ ! 
I (t) 1 
1 S^S^ 1 

1 turn 1 


H' NMR 


H« 1 

Clm/zl 
Elm/zl 


1221 


Civ 

CHN__NCH,CH=CHC00C 2 H 5 
©/ -2HC1 


1 |l.l-1.55(t.3H),2.4(s.8H) 
1 182-186 1 , 3. 0-3. 2(d, 2H). 3. 95-4. 4( 
1 EtOH/ |n,3H),5.7-6.1(d,lH).6.5-| 
1 HeOH |7.5(a.lOH) 


398 | 

399 1 


1231 


^_^CHN j)CH 2 CH=CHC00C 2 H 5 


— 1 1 1 

1 ll.l-1.4(t,3H).2.4(s,8H). I 
1 181-186 1 3. 0-3. 2(4 2H), 3. 9-4. 3(q, 1 
1 EtOH |2H),4.75(s, 1H), 5. 65-6.1 1 
1 Kd.lH).7.1-7.4(n,10H) | 


398 I 

399 t 


124 


CHN NCH 2 CH=CHC00C 2 H 5 
QX • 2HC1 


_| | : 1 

1 |l.l-1.35(t.3H).2.2(s.8H) 
1185-189 |2. 9-3. l(d, 2H). 3. 8-4. 2(q. I 
1 l3H),5.6-6.0(d. 1H),6.5- 1 
1 I7.0(b. lH).7.1-7.4(n,9H) I 


382 | 

383 | 


125! 


CHN NCH 8 CH=CHCO0C 2 H 5 
W -2HC1 


H 1 i 

1 1 1. 1-1. 4(t. 3H). 2. 5(s. 8H). 1 
1 170-175 1 3. 0-3. 2(d, 2H). 4. 0-4. 4 (a, 1 
1 |3H).5.8-7.5(o.llH) 1 
1 1 1 


— I 


126 


CHN NCII 2 CII=aKX5X2H 5 
<0/ -2HC1 


H 1 1 

1 |1.15-1.45(t.3H).2.25(s.3| 
1161-164 |H),2. 4(s, 8H), 3. 0-3. 2(d, 21 
1 EtOH lH).4.0-4.4(q.2H).4.2(s. 1 
1 l'lH),5.8-6.15(d,lH),6,7- 1 
1 l7.5Gi.10H) | 


378 1 

379 1 


127 


CF s -<0\ r-y 

CHN NCH 2 CH=CH000C 2 H 5 

O/ -2HC1 


— 1 1 1 

1 U.15-1.5(t,3H),2.5(s,8H)| 
1206-210 |,3.1-3.3(d,2H),4.0-4.5(ql 
1 EtOH |,2H),4.35(s,lH).5.8-6.2 
1 Kd.lH).6.7-7.2(n.lH).7.2 

1 |-7.7(«,9H) 

1 1 


433 1 


128 


CF37 — \ 

O^CHPT^ JCH 2 CH=CHC0OC 2 H 5 

<e/ w ,2HC1 


1 

1193-196 
I EtOH 


1.3-1.6(t,3H),2.6(s, 8H), 
3. 2-3. 45(d t 2H), 4. 1-4. 5(m 
,3H),5. 8-6. 3(d. lH),6.6-7 
.Kb. 1H),7. 2-7. 9(m. 9H) 


432 1 

433 t 


129 


.CHN NCH,CH=CHC00C 2 H 5 
<y/ ^ • 2HC1 


1 98-102 


l.M.5(t 3H), 2. 4(s r 8H), 
3. 0-3. 3(d. 2H), 3. 9-4. 4 (q. 
2H),4.7(s, 1H),5. 7-6. l(d, 
1H).6.7-8.2(o.10H) 


432 1 

433 I 



[0049] 



(17) WBPP7-1 382 3 0 





3 1 




32 


Ufcl 

1*1 

1 £9n 1 

1 Xfl \ 

INol 


m 


1 

1 


1 IRS 1 
CC) 1 H* NMR Itftfrfifil 

1 1 EId/zI 

1 1 1 1 


1301 


CH 9 0-Ov 

><CHN NCH 2 Cfl=CHC00C 2 H 5 
(Of w -2HC1 


|l.l-1.4(t.3H),2.45(s.8H)| — 
181-185 |3.0-3.2(d,2H),3.75(s,3H)| — 
EtOH |4.0-4.4(q,2H),4.2(s,lH) | 
15. 8-6. 15Cd, 1H). 6. 5-7. 5 1 

1 (a. 10H) | 
1 1 


1311 


_ chn 

@/ 


~NCH 2 CH=CHC00C 2 H 5 
• 2HC1 


U.15-1.4(t,3H).2.45(s,8H| 409 1 
135-140 |).3.0-3.2(d,2H).3.95-4.4| 410 1 
I (q, 3H), 5. 7-6. l(d. 1H), 6. 61 1 
15-7. Kn.lH),7.25(s.5H). | | 
|7.4-7.7(d,2H),8.0-8.2(d, | I 
I2H) | | 


|32|CHsCNlK2\ r 

I 1 ^CHN 

II ® 


"NCH 2 CH=CHCO0CjH 6 
• 2IIC1 


1 1 ; 1 \ 

I I L 1-1. 5(t, 3H). 2. l(s. 3H). 1 421 1 
1148-153 l2.45(s,8H),3.0-3.3(d,2H)| 422 1 
1 |,3.9-4.45(m,3H),5.7-6.2(l | 
I Id, 1H>, 6. 4-7. OCm. 1H), 7. 0-| 1 
I |7.8(n.lOH) | | 


1331 


CHN NCH 2 CH=CHC00C t H» 
CH 0/ w * 2HC1 


| 1 1 1 

I |1.15-1.45(t,3H),2.45(s.8| 432 1 
1212-217 |H),3.05-3.3(d,2H),4.0- 1 433 1 
I EtOH |4. 45(q,2H), 4. 2(s, 110,5.81 
I |-6.2(d,lHX6.7-7.2(n.lH)| 
1 l.7.3(s.8H) I 


1341 


^ r 
CHN 

*w 


1(CHjCH=CHC00CH 9 
- 1 • 2HC1 


\ 1 : 1 1 

I |2.45(s.8H),3.05-3.25(d. I 
1 171-175 1 3H), 3. 7(s. 3H), 4. 2(s. 1H). I 386 
1 EtOH 15 8-6 l(d. 1H), 6 8-7. 5(m. 1 387 
1 I9H) 1 


1351 


CHN 

F^/ - 


~NCH 2 CH=CHC00C 2 H 6 
• 2HC1 


\ 1 1 

I 1 1. 2-1. 4(t, 3H), 2. 5(s, 8H), | 

1 196-199 13. 1-3. 3(d. 2H), 4. 0-4. 5(q. 1 400 
1 EtOH |3H),5.8-6.2(d,lH),6.8- 1 401 
I ! 7. 6Cm. 9H) I 
\ 1 1 


136 
i 


CHN 

ClUOXg/ ^ 


llCH 2 CH=CHC00C 2 H B 
-* • 2HC1 


I |1.15-1.5(t.3H).2.5(s,8H)l — 
1164-169 |.3.05-3.25(d,2H),3.75(s, 1 — 
I EtOH |6H).4.0-4.45(q.2H).4.2(s| 
I |.lH).5.8-6.2(d,lH).6.7-7| 
1 |.5(D.9H) 1 



[00 50] * * [^6 3 



(18) 



^¥7-13823 0 



33 



34 



i — r 

Kb I 
161 
142)1 
iNol 



m m 



1 37 1 ^CIIN NCH 2 CH=CHC00C 2 H 6 

(g/ ^ -2HC1 



1381 



fflN NCH a CH=CHC00C 2 H s 
@/ • 2HC1 



1391 



< ^^aiN - NCHzCH=CHC00C2H 5 
Qs • 2HC1 



1401 



c 



anf~NCH 2 c =chcooch, 

6CH S • 2HC1 



1411 



CHN 



NCH 2 CH=CHCH=CHC00C t H 5 
J • 2HC1 



1421 



CHN NCH ? CH=CHCH=CBC00CH, 
W -H0OCCH 

HCCOOH 



1431 



HN 



JCHjCH=CIICH=CHC00C 2 H s 



2HC1 



a) 



176-179 
iso-PrOH 



1. l-1.35(t.3H),2.5(s,8H)| 414 
3.05-3. 15(d,2H), 4. 0-4. 3(1 415 
q,2H).5.0(s. 1H), 5. 8-6. 1(1 
d,lH).6.7-8.5(ci,13H) I 



155-161 
iso-PrOH 



160-163 
iso-PrOH 



137-142 



177-181 
EtOH 



192-194 
AcOEt/ 
HeOH 



162-167 
EtOH 



H' NMR 



mm 

I Clm/z 
I Elm/z 
-I 



1. 05-1. 3(t. 3H),2. 4(s, 8H)| 

3. 0- 3. 2(d. 2H). 3. 95-4. 35 I 
(q,2H),4.35(s.lH),5.75- I 
6.1(d, lH).5.7-7. 1(id,1H), I 

7. 1- 7. 9(n. 12H) | 
1_ 



414 
415 



1.32-1.4(t.3H).2.5(s.8H)| 370 
, 3. 1-3. 2(d. 2H), 4. 0-4. 4Cql 371 
,2H),4.65(s, 1H), 5. 8-6. 0(1 
d, 1H). 6. 7-7. 5(n. 9H) | 



2. 2-2.7(i, 8H).3. 6-3. 8(m, I 
8H),4.2(s,lK),5.15(s,lH)| 414 
7. 0-7. 5(n, 9H) | 415 

I 



1.0-1. 3(t, 3H),2.35(s, 8101 
. 2. 9-3. l(d, 2H), 3. 9-4. 3(ql 
,3H),5. 55-5. 90(d. 110,6.0 1 
-7. 05(n. 3H). 7. 05-7.50i.il 
1H) I 



390 
391 



2.15-2. 75(m.8H),2.95-3.3| 
(d.2H),3. 7(s. 3H). 4. 35(s, I 410 
1H),5,75-6.5Od.3H).7.0- | 411 
7. 65(m, 10H)(DHSO-d„) | 



+ 



1. 1-1. 4(t, 3H), 2. 9(s, 8H). I 
3. 0-3. 2Cd. 2H), 4. 0-4. 4(m. | 424 
3H).5.65-6.O(d,lH).6.0-7| 425 
. 2(m. 3H), 7. 2-7. 45(m.lOH)| 



[00 5 



* * l%7] 



i — r 
I ft 



I No 



(19) 

35 i ^ 36 

I S $ | (t) I H' NMR Iflffffi 



I Cln/z 

Ktt | I Eln/z 



+ 



144 



^ I |l.l-1.4(t,3H),2.9(s.8H), | 424 
CHN NCHjCII=CHCH=aiC00C,H 5 1 177-179 13. 0-3. 2(d.2H), 4. 0-4. 4(n. | 425 
<0/ W .HOOCCH | AcOEt 1311), 5. 65-6. 0(d. 1H). 6. 0-71 
HCCOOH I |.2(ni,3H).7.2-7.45(m.lOH)| 
1 (_ 1 



145 



I |0.7-l.l(t.3H).1.4-1.85(n| 

CHN NCHiCH=CHCH=CHC0OC,HT-n| 174-177 1, 211), 2. 15-2. 65 (n, 8H). 2. 9 1 438 

@/ W • HOOCXpi | AcOEt/ |-3.30n,2H),3.9-4.2(t,2H)| 439 

nbcOOH I NeOH |.4.3(s, lH),5.85-6.5(<n,3H| 

I |),6.8-7.65(ti,10H)(DIISO-d 8 ) 



+ 



u, , 

Cl-Ov y— v I |1.35-1.6Cd.6H).2.4-2.85(| 

CHN_NaijCH=CIICH=CHC00C,H7-lso| 186-192 |m. 8H), 3. 25-3. 5(n. 2H), 4. 51 438 
^ -HOOCCH UcOEt/ |5(s, 111), 4. 9-5. 35(u, 1H), 51 439 

HCCOOH | lle0H|.9-6.G5(n,3H),7.2-7.75OD| 
I |.9H)(DHS0-d.) I 

H H 1 



146 



147 



10. 8-1.0(n. 310,1. 15-1. 60o| 
CHN NCHjCH^HCH^HCOOCHs-nl 153-160 I4H), 2. 4(s, 8H), 3. 0-3. l(d, I 452 
<©/ ^ -2HC1 |iso-PrOH|2K),4. 08(t, 2H). 4. 18(s, 1H| 453 

I |), 5. 62-5. 85(d, 110,6.0-6. I 

I |7(o.3H).7.0-7.3(ii,9H) | 

+ 



148 



Cl#5\ ^ I 10. 8-1. OGn, 310,1. 15-1. 6(m| 

CHlP OaCH=CHCH=CHC00C 4 H 0 -n| 176-181 1. 4H), 2. 4(s. 8H). 3. 0-3. l(d| 452 
/n/ ^ -HOOCCH | AcOEt/ |.2H),4.08(t,2H),4.18(s,l| 453 
HCCOOH I HeOH |H). 5. 62-5. 85(d, 111). 6. 0-6 1 
I |.7(m,3H),7.0-7.3(i».9H) | 
h I 1 



149 



I 10. 75-1. 15(d, 610. 1.75-2. 21 

" CHN NCH 2 CH=CHCH=CHC00C<H,-isc.| 188-191 1 (m, 1H). 2. 5-3. 05(n. 811), 3. i 452 
@/ W • HOOCCH lAcOEt/ |3-3. 6(d.2H), 3. 85-4. l(d, 21 453 

HCCOOH I He0B|H), 4. 35(s. 1H), 5. 75-6. 8(m| 
I |.3H),7.0-7.65(n.lOH) I 



150 



C1 "@\ rs 1 |0.65-1.9(m,9H).2.2-3.0(ml 

CHN NCH 2 CH=CHCII=CIICOOC 5 !l 11 -n|159-162 |.8H),3.25-3.75(d.2H),3.9| 466 

<£>/ • HOOCCH I AcOEt/ |5-4. 4(q, 3H), 5. 7-6. 5<m. 3H| 467 

HCCOOH | MeOH |). 7. 0-7. 65(n. 10H) I 



[00 52] 



(2 0) «riPF7-l 



37 38 



> 1 

Htl 
l£l 

INol 


i il s 


1 , ] | 

I m& i iks i 

| (TC) 1 H' NMR Itfffiffil 
1 PjlSiB 1 1 CIO/ZI 
1 1 1 EIn/zl 
-H 1 1 1 


1 lei 

1511 


CHN NCH 2 CH=CHCH=CHC00CsHii- 
@/ w - IIOOCCH 
~ HCCOOH 


1155- |0.7-1.15(d,6H),1.3-1.80n| | 
-isol 158l.3H),2.55(s,8H),3.2-3.5(l 466 1 
|AcOEt/|d.2H),3.9-4.35(a.3H).5.7l 467 I 
I HeOH|-6.75(a3H).7.0-7.7G»,10l 1 
1 IH) II 

1 1 .. 1 1 


1521 

LI 


C1 75\ /-n 1 U.12-1.45(t,3H).2.4<s,8H| I 
^CHN NCHjCH=CHCH=CHCOOC 2 H s 1 200-203 1), 2. 93-3. 2(d,2H), 3. 91-4. | 424 I 
<§/ -HOOCCH 1 AcOEt/ l4(a,3H). 5.6-5. 9(d.lH). 5.1 425 1 
HCCOOH 1 MeOH 195-6. 8(o, 3H), 6. 93-7. 45(m| | 
1 I.10H) 1 1 
1 1 1 1 


1531 


CHj-^X r-\ 1 U.12-1.5(t.3H),2.25(s.3H| 1 
CHN JCH 2 CIKHCH=CHC00C 2 Hs 1 191-193 1), 2. 68(s, 8H), 3. 15-3. 5(d, | 404 1 
@Y ^ -H00CCH | AcOEt/ |2H), 3.9-4. 45(q,3H), 5. 5-6| 405 I 
HCCOOH I MeOH |.9(b..3H).6.9-7.75(h.10H)| | 
1 1 1 1 


1541 


cf M5\ r-\ 1 ll.l-1.5(t.3H).2.45(s.8H)l I 
^CHN NCH 2 CH=CHCH=CHCO0C 2 H 5 1180-183 1. 2. 85-3. 4(d. 2H), 3. 95-4. 4| 458 1 
<^ W -IIOOCCH 1 AcOEt |(b,3H),5.6-6.85(id.3H).6. 1 459 1 
HCCOOH I I9-7.75U10H) 1 1 

1 1 1 1 


1551 


1 |l.l-1.4(t.3H).2.4(s.8H). | 1 
CHN NCH 2 CJKHCH=CnC00C 2 H 5 1 150-156 1 3. 0-3. 2(d. 2H), 4. 0-4. 3(q. I 426 1 
?-©r ^ -2HC1 1 EtOH l3H),5.65-5.9(d,lH),6.0- 1 427 I 

| |7.1(a.3H).7.1-7.4(ii>.9H) | I 
ii i — i 


1561 


CHN NCH 2 CH=CHC00H 
<§/ ^ 


J 1 ■ ' 

I 1 1. 8-2. 7(n,8H). 2. 8-3.3(o, | 336 1 
1108-112 |2H),4.1(s.lH),5.5-6.7(m, | 337 I 
1 HeOH |2H).6.8-7.70d,10H) 1 1 
| |(DHS0-de) 1 1 
— | 1 h 1 


I57| 


CHN NCHj C^C COOII 

w w 


| 12.4-2.72(01,810,3.5(5,211)1 — 1 
1112-115 |.4.32(s,lH).6.54(s.lH), 1 333 1 
lEtOH/ 17. 1-7. 5(11. 10H) l(IM)l 
| MeOH | 1 1 
— 1 1 1 1 


1581 

l . L 


Cl-©\ ^ 

CHN NCH,CH=CHC0OII 


| |2.0-2.8(m.8H).3.1(s.2H), I 370 1 
1109-113 14. 05(s, 1H). 5.6-6. 2(d.lH)| 371. 1 
I MeOH |,6.4-6.8(n,lH).6.8-7.3(n| 1 

| |,9H)(CD,0D+CDC1») 1 1 

.__ j 1 



[00 53] 



* * [$19] 



(2 1) VtM¥7-l 



39 40 



Kkl 

INol 


i us s 


i 

1 ft*£ 

1 Ct) 
1 ffttS 
1 iSBS 


1 1 
I H NMR 1 
1 1 
1 1 


i 

Hfi 1 

n ir t-tt | 

Cln/zl 
Eln/zl 


1591 


^-^ CHN NCHiCH=CHC00H 


1 75-80 


H 1- 

12.3-3. 0(n. 8H). 3. 2-3. 6(m. 1 
I2H), 4. 3(s, 111), 5. 75-6. 2UI 
|,1H),6.4-7.8(b.10H) | 
1 1 

h ^ 


404 1 

i AC 1 

405 1 


1601 


CHN NCH!CB=CHC00Na 

®^ 


1213-221 


11.5-3. 25(d. 10IO,4.05(s.1| 
|H) ( 5.65-7.7(b.11H) | 
l(D ? 0) I 
1 1 


I 


I r i I 

1611 


CF3 7nV / — >> 

w CHN NCH 8 CH=CHC00Na 


1 11. 2-3. 4C«j. 10H). 3. 6-3. 95 1 
1196-209 IOd.1H) 1 5.6-8.0(i».11H). | 

1 l(D„0> 1 

1 1 1 

— 1 1 : 1 




1621 


a -®v ^ 

CHN NCH 2 C=C COOH 


1 l2.50-2.74Cn.8H),3.54(s. I 
1127-130 |2H),4.34(s,1H).6.84(d,1H| 
I |),7.24-7.54Cn.9H) 1 
1 1 1 


324 | 
(-C0 2 )| 
324 I 


1631 


CHN NCH 2 CH=CHCH=CHC001I 
<fV W -H00CCH 

hBcOOH 


1 178-180 
1 CHCl, 


12.4-3. 6(m, 811). 3. 65-4. l(d 
I.2H). 4.45(s. 1H),5. 7-6.7(1 
|b.3H),6.8-7.65(id,10H) 

|(D«SO-de+CDCl,) 
_| 1 


396 I 

397 I 


1641 


^-wCHN NCH 2 CH=CHC00C a H 6 
vrJf - 2HC1 




|1.15-1.4(t, 3H),2.5(s.8H) 
1.3. 1-3. 2(d, 2H). 4. 0-4. 4(q 
|.2H),4. 5(s, 1H),5. 8-8. 6(m 
I.11H) 

H 1 


365 1 

366 1 


1651 


,-JCHN NCHtCH=CHC00C,H 6 
vN " lv\,l 




11. 1-1. 4(t, 3H).2.4(s.8ll), 
13. 0-3.2(d.2ll),3. 9-4. 3(q. 
|2H).4.35(s. 1H),5. 7-6. 05( 
Id. 110.6.6-7.6(0, 910,8. 3- 
!8.5(d,lH) 
H 


399 1 

400 1 


1661 
i — i 


^-\XHN NCH 2 CH=CHC00C,fl 5 
nSi ^ • 2HC1 


1 86-91 
..i . 


11. 15-1.4(t,3H),2.5(s,8H) 

1.3. 1-3. 2(d, 210,4.02-4.39 

l(q. 2H), 4.48(s. 1H).5. 85- 

I8.6(». 10H) 
i .. 


I 383 1 
1 384 1 

i J 



[00 54] 



* * [^1 0] 



(2 2) »P7- 1 382 3 0 





4 1 




4 2 




1 

ut 

1 A 

1 o 

1$) 

INo 


r r 

® £ 5t I 


a) 


i ■ 1 

1 H' NMR 


mm i 

tftfiiii 

Pirn/* 1 

EId/z| 


167 


^ ^ Jn i 

-p^/CHN NCH 2 CH<HC00-(Q>-0 | 
W • 2HC1 | 


89-92 


12.5(8, 8H),3. 15-3. 25(d. 2H 
1). 4.4(s. 1H), 6.0(s, 2H), 
16. 15-8. 65(m, 12H) 


475 i 

476 1 


168 


/^CHN_NCll B CH=CHC00CH 2 -^)-O| 
• 2HC1 | 


78-81 


12. 45(s, 8H).3-3.2(d,2H). 
14. 46(s, 1H),5. 05(s,2H). 
15. 9(s,2H). 5 8-8 6(m 13H) 


490 i 
490 1 


169 


^CHNJCH 2 CH=CHC00CHs-<g>K)CH 3 | 
W -2HC1 OCHs 1 


69-72 


I2.5(s, 8H), 3. 0-3. 5(d,2H), 
i3.85(s.9H). 4. 3-4. 7(m.2H) 
1.5 l(s. 1H) 6 1-6 4(m 2)0 
1, 6. 5-8. 55(m, 11H) 


535 1 

536 1 


170 


F^gX ^ ,0CH S | 
yWyCHJ INCH,C]l=CHC00(CH 2 ) 2 -@-0CH 8 1 72-77 
W -2IIC1 M 0CH 9 1 

1 


12. 5(s. 8H). 3. 5-3.7Cni.21l). 
I3.95(s, 9H).4. 1-4. 6(nu 3H)| 
f6 45(s 2H1 5 R^-S fiCm mi 

IH) | 


549 | 

550 | 


171 


/->> ^7' 

/^X/CHN NCD«Cli=CHC00(CH 2 ) 1 -@^0 1 72-77 
W - 2I1C1 | 

1 
i 


11.6-3. 0(m,4H).2. 5(s,8H), 1 
13. 1-3. 2(d. 2H). 4.0-4.25(t| 
.311) 4 66(s 1H) 5 9(s 2HI 
),5.9-8.65(m.l3H) | 


549 | 

550 | 


172 


F-^K ^ 0CH 3 
y^yCHN_NCH I CH=CHC0O(CB 2 ),-@^)CH. 

• 2HC1 ~ ( 0CH 3 


1 

,1 72-77 

1 

1 
i 


1.8-3. 0(m.4H),3. 15-3. 3(m| 
l,2H),3. 9(s,9H),4.0-4.4(tl 
2H) 4 5(s 1H) ^ 9-8 fiCm 
.12H) 


563 I 

564 1 


173 


^IT w • 2HC1 




0. 95-1. 2(t, 6H), 2. 5(s.8H) 
1.2. 35-2. 9(m,6H). 3.0-3.2(1 
Id. 2H),4.0-4.4(t,2H),4.4(| 
Is. 1H). 5. 8-8. 6(m, 1011) 


454 1 

455 1 


174 

i i 


/p^V CBN NCHjCH=CHC00-< NCH 1 
V ♦ 2HC1 ' \@> | 

i 


87-90 


11. 5-2. 5(m, 17H). 3. 1-3. 2(d 
I.2H). 4.3(s. 1H),4. 5(s. 1H)| 
l.5.8-8.6(m,llH) | 

i i 


604 | 

605 1 

i 



[00 5 5] 



* * cm i ] 



(2 3) -#M¥7-1 
4 3 44 . 



1 1 

Utl 
INol 


m is ^ 


1 H£ 
1 (t) 
1 MtiSh 

1 


i i i 

i m& i 

1 H NMR IfttfrfSl 
1 1 CIm/z| 
I 1 EIb/z| 
-\ 1 1 


1751 


/-v^CHN NCH 2 CH=CHC0NHCH 3 
\Qf -2HC1 


1 87-91 


|2.5(s,8H),2.8-3-0(d.3H). | 368 | 
13. 1-3. 2(d, 2H), 4. 5(s. 1H), 1 369 1 
|5.5-8.6(d.UH) 1 | 
1 1 1 
H 1 1 


1761 


/-yCHN NCH 2 CH=CHC0NHC 3 H 7 -iso 
^ • 2HC1 


1 74-79 


ll.l-1.2(d,6H),2.45(s.8H)| 396 1 
|,3.0-3.2(d,2B),3.9-4.4(m| 397 | 
|,1H),4.4(s,1H).5.5-8.6(ih| 1 
1. 1110 1 1 
-1 1 1 


177 


^-\^CHN NCH z CH=CHCON(C 2 H 6 ) 2 
\S ^ • 2HC1 


1 66-69 


ll.0-1.5(t,6II).2.5(s,8H). | 410 1 
13.0-3. 6(n, 611), 4. 45(s,lH)| 411 1 
l6.2-8.6(i,10H) 1 1 
1 1 1 
1 1 1 


178 


>Sl • 2HC1 


1 95-99 


U.15-1.4(t.3H),2.45(s.8H| 409 1 

|),3.15-3.25(d,2H),4-4.4(| 410 1 

|q,2H).4.4(s.lfl),5.65-8.5l 1 

1 (b. 12H> 1 I 
i i i 


179 


^yCHN_Nai 2 CH=CHC00H 


I |2.55(s,8H),3.1-3.39(m.2H| 355 1 
1 164-167 I), 4. 48(s, 1H), 5. 8-8. 75(m. | 356 I 
1 I10H) I I 
I | (CDC1,4CD,0D) I 1 

H 1 1 1 


180 


I ^ CHN NCH z CH=CHCH=CHCOOH 
I \rfT • 2HC1 


1 |2.65(s,8H),3.25(id,2H), | 381 I 
1117-120 |4.45(s.lH).5.75-8.5(m.l2l 382 1 

I IH) II 

II II 
H 1 1 1 


181 


| CHN NCH 2 C =C COOC,H 6 
| ^/ ^ H -2HC1 


I 1 1. 24(t. 3H), 2. 48(s, 8H), I 364 I 
1185-191 l3.12(dd,2H).4.2(q,2Ii). 1 364 1 
I iso-PrOHl 4. 22(s, 1H), 5. 9(d, J=15, 1H| I 
| |),6.68-7.02(m,lH).7.05-7| 1 
I |.42(ii, 10H) 1 1 
-1 1 1 H 


182 
i 


1 Cl-(g\ ^ H 

I CH!(_J)CH a C =C COOC1I, 

I <Q/ H -2HC1 

j — , 


1 |2.37(s,8II),2.92-3.25(d,2| 1 

I |H),3.74(s,3H).4.15(s,lH)| 384 1 

1140-145 1.5. 67-6. 05(<U=15,1H). I 385 I 

I iso-PrOHl 6. 44-6. 9(m, 1H), 6. 95-7. 45 1 1 

1 l(o.9H) 1 1 
ii ' i 



[00 56] * * [*1 2] 



i — r 

Hfcl 

131 

l$)l 
INoI 



1881 



184! 



1851 



1861 



1871 



1881 



1891 



I l_ 



(24) 



9¥7-l 3823 0 



4 5 



4 6 



-i 



» a a 



/-yP N ^JCHsC =<j COOCril, 



21IC1 



CHN NCH,C =C COOCjH, 
<5/ W A -HOOCI 



COOH 



UN NCH,C =9 COOCjHs 
— ' H • CHCOOB 
CHCOOB 



CHI 



N I iCHji =C CO0C 3 H 7 -n 
t • 2HC1 



CHN NCH,C =C 



CQ0C 3 H 7 -iso 
• 2HC1 



HN NCB 



C C00C 4 H 9 -n 
H • 2HC1 




HNJOiC =C COOC<H 0 -n 



H -HOOCCH 



B4£ 

CC) 



H' NMR 



mm 



_) 

II. 26(t. 3H),2. 48(s,8H). 
196-200 l3.12(d.2B).4.14(q.2H). 
iso-PrOH|4. 24(s, IB), 5. 96(d. J=15. 

|1H).6. 72-7. OOOd. 1H),7. 12 

|-7.50(n. 9H) 



4- 



ll.24(t,3B),2.48-2.8(m,8H 
170-172 |),3.32(d.2H),4.14(q.2H), 
AcOEt |4.25(s.lB).5.98(d.J=15. 

1110.6. 68(s, 2B), 7. 11-7.4 

Km, 9H) 



II. 25(t.3H).2. 66(bs, 4H). 
161-164 |3.15(bs,4B),3.80(d,2H). 
AcOEt/ |4.10(q,2B),4.30(s,lH),6. 
MeOH |02(d,J=15,lH).6.10(s.2B) 

1,6. 50-6. 80 (a, lH).7.00-7. 

I40(m. 9B) 



1 

10.73-1. 12(d,6H), 1.41-1. 8 
180-185 |7(o, 2B). 2. 4(s. 8H). 2. 95-3 
iso-PrOH|. 2(d, 2H), 3. 9-4. 28(t, 3H), 
15.7-6. 05(d, J=15.6,1H),6. 
|49-7.5(n, 10H) 



II. 0-1. 5(d, 6B).2.4(s, 8H), 
193-196 1 2. 86-3. 25 (d. 2H). 4. 15(s. 1 
iso-PrOH|H). 4.73-5. 21(o,lH),5. 62- 

|6.1(d. J=15.6. 1H), 6. 45-7. 

l45(o. 10H) 



10. 7-1. 6(o. 710.2. 45-2. 6(m 
173-178 |.8H),3.32(d,2B),4.02(t,2 
iso-PrOHIH), 4. 2(s, IB). 6. 0(d, J=15. 

1 1H). 6. 62(s, 2H), 6. 95-7. 38 

Kid.9H) 



1 

10.7-1. 6(n, 710,2.45-2.6(0 
169-172 1, 8H). 3. 32(d, 2B). 4. 02(t, 
AcOEt/ |2H),4.2(s,lB),6.0(d,J=15 
MeOH|.lH),6. 62(s. 2B).6. 95-7.3 

I8(a.,9l0 



Cln/z 
Eln/z 



398 
399 



398 
399 



399 
399 



412 
413 



412 
413 



426 
427 



426 
427 



COO 57] 



* * [813] 



i — r 

Kb I 

142)1 
I No I 



1911 



1931 



1941 



1951 



(25) 



IHP7-1 3823 0 



4 7 



4 8 



fit jft 5S 



1901 _ CHN NCH 2 C =C C00C 2 H s 

<^ W J .2IIC1 



C1IN NCH 2 i =C COOCjHs 

H • 2HC1 



1921 C!1N NCH 2 C =C COOH 



£ N NCII 2 C =C C00C,B 5 

H ♦ 2nci 



N NCH 2 C =C COOC,H 



2HC1 




HN_JCH: 



=C COOCjH 5 
II • CHC001I 
CHCOOH 



mm 



182-186 
iso-PrOIl 



187-191 
iso-PrOB 



104-111 
McOH 



164-165 
AcOEt/ 
MeOH 



H* NMR 



1. 1-1.42U, 3H),2. 26(s.3H 
), 2. 45(s, 8H), 3. 01-3. 35(d 
,2H).3.95-4.4(m.3H),5. 7- 
6.11(d,J=15, 1H).6. 65-7.5 
2(n, 10H) 



1. 1-1. 5(t, 3H), 2. 41(s, 8H) 
.2. 82-3. 3(d, 2H). 3.91-4.3 
5(q,3H),5. 7-6. l(d, J=15. 1 
H),6. 22-7. 64(m, 9H) 



2.38(bs, 8H),3. 12(d, 2H). 
5. 22(bs, 1H). 5. 84(d, J=15, 
1H), 6. 52-6. 88(m, HO, 7. 12 
-7.48(d, 9H) 
(DMSO-ds+CDClj) 



[a] 



+6.6 



Ca] 



-6.6 



1. 6(t, 310, 2. 7(bs, 4H), 
3.25(bs.4H).4.15(q,2H). 
4. 30(4 2H), 4. 35(s, 1H). 6. 
05(d,J=12, 1H),6. 15(s, 2H) 
,6. 15-6. 5(o. 1H), 7.05-7.3 
5(m. 9H) 



mm 

Clm/z 
Elm/z 



378 
379 



400 
401 



370 
371 



398 
399 



398 



398 
399 



1 L 
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mum i :%mi®7i-7 < y^-(mmim 

^■MMlZZBi. MWC0^T!£[Tada.T. and Okumura, T . : 
J. Immunol. . 106,1002-1011, 1911) izWtX ft ->ti. V < 
Xf-JkWi&v h(Ml 5 0~2 0 0g)«WS&rt 

As c a r i sjtvfc7)l O O O £ O . O 5 m 1 

/s i tetaWLTSHHlWJSfcLfc. 4 8«fi8afc. 
DNP-Ascaris O . 2 5 m g £-£tf 0 . 5%E 
vans b 1 ue±SA*S7j<?§fSO. 5m 1/10 0 * 



* g*»Rrt*cJWS»Tfc:a«LT»Sfe3Ei8Ufc. 4 0 

ayba-iUtLX&Mltc. *S»&*1 5 C^jcf. ^ 

[0059] 
[*14] 



(26) *J§B¥7-1 382 3 0 



49 






50 


V 


i i 


i 


i "■ — i 




I 7?fPCA | 


! it 


1 77hPCA | 


1 .A. 




1 & 


1 Jnt4>ilt>t/uS 1 

1 JWBWC*) 1 


1 ^ 


1 f A F\ 7| ^_ \ 1 


1 to 


I (10rae/kg-po) | 


8 Mm 

I NO 


■ [ 


I No 


1 1 


1 0 

1 fi 


1 70 1 I 

! 78. 1 J 


1 47 


i 1 
1 85. 1 1 


1 0 


I no o i 

I 93. 6 1 


! 48 


I 70.3 1 


1 4 


1 81. 0 1 


1 55 


1 92.3 I 


1 g 
1 0 


1 no a l 

I y^. 4 i 


1 56 


1 71. 3 I 


1 ft 


1 01 c I 
I 01. 3 I 


1 58 


1 79. 3 1 


1 7 
[ 1 


1 91 9 I 


1 Ob 


1 76. 0 ! 


1 o 


I fb. b | 


f on 


1 75. 6 | 


1 Q 


I 7fi A 

! /U. 4 | 


\ ol 


1 oo c t 

1 88. 5 1 


i 1 n 

t 1U 


i 71 1 I 
I 1 1. 1 I 


09 

| 06 


1 Ol 0 1 


l 11 


1 ft9 7, 

1 5fi, 0 ( 


1 00 


1 0| n 1 

! ol. 6 j 


I ifi 


1 77 9 


1 84 


1 OO 1 1 




1 7A 1 1 




1 on o 1 

1 / fi. 8 3 


1 1 C 

1 lb 


1 7fi 0 1 

1 fU. 8 | 


1 Off 


1 85. 4 I 


1 17 


1 72. 5 ! 


1 87 


1 90.9 j 


1 18 


1 75. 2 1 


1 88 


1 87.6 1 


1 19 


1 81. 3 1 


1 89 


1 74.4 I 


1 22 


1 87. 3 1 


1 90 


i 91.1 I 


1 23 


1 78. 5 | 


1 91 


1 84. 5 I 


1 24 


1 74. 0 | 


I 92 


1 72.8 1 


1 26 


1 85. 5 I 


1 93 


1 71.4 1 


1 28 


1 90. 5 I 


1 95 


1 68. 5 ! 


1 34 


1 70. 9 I 






1 35 


1 91. 4 | 


1 it£® A 


! 68. 3 i 


1 43 


1 93. 6 1 






1 44 
i 


1 70. 0 I 
i j 


1 mitv 


! 56. 9-69. 9 ★ 1 
i i 



[0060] mLm2:mtz?zym *n. wfattmmhyyx^i.v-zm^imizms. 

a- h H ifclitt*^ v Mttffi5 0 0-6 5 0 e)<0 imUc. JRtttf-JgLfcffc. tffllit&tot 3ttfflmW 

HH»S:«iTtJWIJWB**fca. Ottl 0-2 MUPIWflUBfclftWLfc. «»iEC5o fit l/t^L 

5cmOEffit«ajL, I$3cm«B*^MLfc. fc. 16***1 6 fcjjrf. *1 6(C5tt*D< Vvtfhafl: 
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